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AB Title compds. I [wherein Rl, R2 = (un) substituted cycloalk(en)yl, 

heterocyclyl or heterocycloalkenyl ; A = (un) substituted heteroaryl, or 
pharmaceutically acceptable salts, stereoisomers and tautomers thereof] 
were prepared For example, treatment of 2 -aminothiazole with 
carbonyldi imidazole followed by condensation with dicyclohexylamine gave 
urea II. The invented compds. are activators of glucokinase, and thus may 



be useful for the management, treatment, control, or adjunct treatment of 
diseases, where increasing glucokinase activity is beneficial (no data) . 
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AB N- Isoquinolinyl ureas of formula I, wherein P is (un) substituted 

isoquinolinyl; P' is (un) substituted Ph, pyridinyl, pyrimidinyl or 
thiazolyl; A is (CH2)r; B is (CH2)s; r is 1-3; s is 0-2; r + s is 2-4; n 
is 0-3, were prepared as vanilloid receptor 1 antagonists. Compds. I, 
pharmaceutically acceptable salts and solvates thereof, processes for 



their preparation, pharmaceutical compns. comprising them, and their use in the 
treatment or prophylaxis of disorders, such as pain, in which antagonism 
of the vanilloid receptor 1 (VR1) is beneficial, are claimed. A number of 
isoquinolinyl piperidinyl/pyrrolidinyl urea derivs. have been synthesized. 
Thus, condensation of Ph chlorof ormate with 5-amino-l-methylisoquinoline 
followed by the addition of 1- (3-chloro-5- (trif luoromethyl) -2-pyridinyl) -4- 
piperidinamine (preparation given), gave urea II, which was then converted into 
its hydrochloride salt. All synthesized title compds. showed VR1 
antagonist activity with pKb > 6 in a FLIPR based calcium assay, and those 
with pKb > 7 including II-HC1, were tested for FCA- induced 
hyperalgesia in the guinea pig and found active. 
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AB Substituted ureas [I; wherein X = N, C; Z = (substituted) amino, alkyl; D 
= H, OH, (substituted) alkyl; E = H, (substituted) alkyl, or D and E 
together can be independently joined together via an alkylene bridge; Q = 

H, (substituted) alkyl, or D, X, Q and the carbon to which Q is attached 
can jointly form a 3 to 7-membered ring; g, j, k, m, n, independently = 0, 

I, 2, 3; Rl = 1 to 5 substituents , each independently selected from H, OH, 
halo, haloalkyl, alkyl, cycloalkyl, CN, etc.; R2, R4, independently = 1 to 
6 substituents, each independently selected from H, alkyl, alkoxy, OH, 
etc.; R3 = H, (substituted) alkyl] were prepared For example, compound (II) 
was prepared by the claimed methodol. The prepared compds . are potent NPY Y5 
receptor antagonists (preferred compds. have range of Ki = 0.2 - 10 nM) 

and, thus, are useful in the treatment of obesity, metabolic disorders, 
eating disorders such as hyperphagia, and diabetes. 
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2- (4-trif luoromethylphenyl) -lH-imidazol-4-yl] methyl] piperidin-4-yl] urea 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(HIV inhibitor; preparation of imidazolylalkyl-aminopiperidines as HIV 
inhbitors) 
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CN Urea, N' - (1-f ormyl-4-piperidinyl) -N- [1- [ [5-methyl-2- [4- 

(trif luoromethyl) phenyl] -lH-imidazol-4-yl] methyl] -4-piperidinyl] -N- 
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